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CLAIMS 

We claim: 

1. A compound of Formula (I): 




wherein: 

is -H or Ci-Cb alkyi; 

is the group defined by -(Q)q-(Q'),-{Q^), 
wherein: 

Q is CHaand q is 0, 1. 2, 3, or 4; 

Q' is 0, NH. or C(H)(R') where R' is -OH; and r is 0 or 1, and 

is -H, Ci-Cb alkyl, aryl, heterocyclic. C3-C7 cycloalkyi, -C(0)OR^ NR''R^ or 
heteroaryl; where is optionally substituted with at least one R" group; 

R' and R'» are independently selected from -H, Ci-Ce alkyl, or Ci-Ce 
hydroxyalkyi, m is 0 or 1. and n is 0 or 1, or 

m is 1 and n is 1 and R^ and R^' together with the atoms to which they are 
attached form the optionally substituted fused ring 



wo 2004/034985 



PCT/US2003/032625 



50 




is -OH, -NHS(0)2R^ or -N(R^)R; 
R® is -H or halo; 
R is -H, aryl, -OR**; 

R' is independently selected from Ci-CealkyI, halo, aryl. -C{0)OR^ -C(0)R^ -OH, 
-NR^'R^ , -N(H)C(0)OR^ -N(H)C(0)N(H)R^ -N(H)S(0)2R^ -N(H)S(0)2NR^R^ Ci-Cs alkoxy, 
Ci-Cshaloalkyi, -NO2. -CN. -SFs, =0. -S(0)2NR^R^ or aryloxy; 

R** is ~H, Ci-Cealkyl. or C2-C4alkenyl; 
R^ is aryl or Ci-Cealkyi; 

R' is Ci-Csalkyl. aryl, NR^R\ or N(H)(CH2)sNR*^R^ 
R' is -H.aryl or Ci-CealkyI; 
s is 1, 2, 3, or 4; 

or a pharmaceutically acceptable salt or solvate thereof. 

2. A compound as claimed in claim 1, selected from the group consisting of: 

2-(3-tert-butoxycarbonylamino-propylamino)-7-methoxy-quinoline-3-carboxylic 
acid; 

2-(3-amino-propylamino)-7-methoxy-quinoline-3-carboxylic acid; 

2-[2-(4-tert-butoxycarbonyl-piperazin-l-yl)-ethylamino]-7-methoxy-quinorme-3- 
carboxylic acid; 

2-(4-tert-butoxycarbonylamino-butyl 
amino)-7-methoxy-quinoline-3-carboxylic acid; 

2-(2-tert-butoxycarbonylamino-ethyl 
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amino)-7-methoxy-quinoline-3-carboxylic acid; 

2-(3-dimethylamino-propylamino)-7-methoxy-quinoline-3-carboxyiic acid; 
2"(2-dimethylamino-etliylamino)-7--methoxy-quinoline-3-carboxylic acid; 
2-(2-amino-ethylamino)-7-methoxy-quinoline-3-carboxylic acid; 

2-(4-amino-butylamino)-7-methoxy-quinoline-3-carboxylic acid; 

2-benzylamino-7-methoxy-quinoline-3-carboxylic acid; 

7-metlioxy-2-phenetliylamino-quinoIine-3-carboxylic acid; 

7-methoxy-2-(2-pyridin-4-yl-ethylamino)-quinoline-3-carboxylic acid; 

2-(2-dimethylamino-ethy!amino)-7-metlioxy-quinoline-3-carboxylic acid; 

2-(indan-2-ylamino)-7-metlioxy-quinoline-3-carboxylic acid; 

7-methoxy-2-(3-morpliolin-4-yl-propylamino)--quinoline-3-carboxylic acid; 

2-(3-dietliyIamino-propylamino)-7-methoxy-quinoiine-3-carboxylic acid; 
7-methoxy-2-[3-(2-oxo-pyrrolidin-1- 
yl)-propylamino]-quinoline-3-carboxylic acid; 

2-(4-tert-butyl-benzylamino)-7-methoxy-quinorme-3-carboxylic acid; 
7-methoxy-2-[2-(2-oxo-imidazolidin-1--yl)-ethylarnino]-quinoline-3-carboxylic acid; 
2--(4--dimethyIamino-benzylamino)-7-methoxy-quinoline-3-carboxylic acid; 
7-methoxy-2-(2-morpliolin-4-yl-ethylamino)-quinoline-3-carboxylic acid; 
7-metlioxy-2-[2-(4-phenoxy-plienyi)-ethyIamino]-quinoline-3-carboxylic acid; 
2-cyclohexylamino-7-metlioxy-quinoline-3-carboxylic acid; 
7-methoxy-2-[(tetraliydro-furan-2-ylmetliyl)-amino]-quinoline-3-carbo^^ 
2-(2-liydroxy-etliylamino)-7-methoxy-quinoline-3-carboxylic acid; 
2-(2-hydroxy-2-phenyl-ethylamino)-7-methoxy-quinoline-3-carboxylic acid; 

2-[2-(3-bromo-4-metlioxy-phenyl)-etliylamino]-7-methoxy-quinoline-3--carboxylic 
acid; 

7-methoxy-2-(4-methyl-benzylamino)-quinoline-3-carboxyIic acid; 
7-methoxy-2-(2-pyridin-3-yl-ethylamino)-quinoline-3-carboxylic acid; 
2-[2-(3.4-dimethoxy-phenyl)-ethylamino]--7-metlioxy-quinoline-'3-carboxylic acid; 
2-benzylamino-7-methoxy-quinoline-3-carboxylic acid; 
7-metlioxy-2-(3-morplioIin-4--yl-propylamino)-quinoline-3--carboxylic acid; and 
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7-methoxy-2-piperidin-l -yl-quinoline-3-carboxyllc acid; 

7-methoxy-2-(3-pentafluorosulfanyl-phenylamino)- 
quinoline-3-carboxylic acid; 

7-metlioxy-2-(5,6,7,8-tetraliydro-naphthalen-1-ylamino)-quinoline-3-carboxylic acid; 
7-metlioxy-2-(naplithaien-1-ylamino)-quinoline-3-carboxyIic acid; 
2-[4-(2-diethylamino-etliylcarbamoyl)-phenylaminol-7-metlioxy-quinoline-3- 
carboxylic acid; 

2-(3-tert-butoxycarbonylamino-benzylamino)-7--methoxy-quinorme~3--carboxylic 
acid; 

2-(4-tert-butoxycarbonylamino-benzylamino)-7-methoxy'-quinoline-3-carboxylic 
acid; 

2-(4-amino-ben2yIamino)-7-metiioxy-quinorme-3-carboxylic acid; 
7-metlioxy-2-(2,4,6-trimetlioxy-benzylamino)--quinoline-3-carboxylic acid; 
7-methoxy-2-[3-(3-phenyl-ureido)-benzyiamino]"qu!noline-3-carboxylic acid; 
7-metlioxy-2-[4-(3-phenyl-ureido)-benzylamino]-quinoline-3-carboxyiic acid; 
7-metlioxy-2-[4-(toluerie-4-sulfonylamino)-benzylamino]-quinoline-3-car^ 
acid; 

7-methoxy-2-(3-ureido-benzylamino)-quinoline-3-carboxyIic acid; 

2-(dimethylaminosulfonylamino-benzylamino)-7-methoxy-quinoline-3-carboxylic 

acid; 

7--methoxy-2-[2-(4-methoxy-phenyl)-ethylamino]-quinoline-3-carboxylic acid; 

7-methoxy-2-[2--(2-methoxy-phenyl)-ethylamino]-quinoline-3-carboxylic acid; 

7-methoxy-2-(4-metlioxy-benzylamino)-quinoline-3-carboxylic acid; 

2-[(benzo[l,3]dioxol-5-ylmethyl)-amino]-7-methoxy-quinoline--3-carboxylic acid; 

7-metlioxy-2-(3-trifluoromethyl-benzylamino)-quinoline-3-carboxylic acid; 

7-metlioxy--2-[2-(4-nitro-phenyl)-ethylamino]-quinoline-3-carboxylic acid; 

2-(3-imidazol-l-yl-propylamino)-7-methoxy-quinoIine-3-carboxylic acid; 

7-metlioxy-2-(4-sulfamoyl-benzylamino)-quinoline-3-carboxylic acid; 

7-methoxy-2-(3-metlioxy-benzylamino)-quinoline-3-carboxylic acid; 

2-(2-chIoro-benzylamino)-7-methoxy-quinoline-3-carboxylic acid; 

2-[2-(3-fluoro-phenyl)-ethylamino]- 
7-metlioxy-quinoline-3-carboxylic acid; 
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2-[2-(4-amino-phenyl)-ethylamino]-7-methoxy-quinoline-3-carboxylic acid; 
2-(3-amino-benzylamino)-7-methoxy-quinoline-3-carboxylic acid; 
2-(2-benzo[l,3]dioxol-5-yl-ethylamino)-7-methoxy-quinoline-3-carboxylic acid; 

7-methoxy-2-[2-(3-methoxy-phenyi)-ethylamino]-quinollne-3-carboxyIic acid; 

2-[2-(3-chloro-plienyl)-ethylamino]- 
7-methoxy-quinoline-3-carboxyHc acid; 

7-methoxy-2-[2-(4-suifamoyl-phenyl)-ethylamino]-quinoline-3-carboxylicacid; 
2-[2-(2-chloro-phenyl)-ethylamino]-7-metlioxy-quinoline-3-carboxylic acid; 
2-[2-(4-hydroxy-plienyl)-ethylamino]-7-methoxy-quinoline-3-carboxyllc acid; 
2-(3-bromo-ben2ylamino)-7-methoxy-quinoline-3-carboxylicacid; 
2-(3-chloro-benzyiamino)-7-methoxy-quinoline-3-carboxylic acid; 
7-methoxy-2-(2-piperazln-1-yl-ethylamino)-quinoline-3-carboxyllc acid; 

7-methoxy-2-[2-(1-methyl-pyrrolidin-2-yl)-etliylamino]-quinoline-3-carboxyllc acid; 

7-methoxy-2-piperidin-1 -yl-quinoIine-3-carboxylic acid; 

2-(4-chloro-benzylamino)-7-methoxy- 
quinoline-3-carboxylic acid; 

2-(4-hydroxy-piperidin-l-yl)-7-methoxy-quinoline-3-carboxy!ic acid; 

2-(tert-butoxycarbonylmetliyl-amino) 
-7-methoxy-quinoline-3-carboxylic acid; 

2-[2-(2-hydroxy-ethoxy)-ethylamino]-7-methoxy-quinoline-3-carboxylic acid; 
7-methoxy-2-(3-methoxy-propylamino)-quinoline-3-carboxylicacid; 
7-methoxy-2-(2-methoxy-ethylamino)-quinoline-3-carboxylic acid; 
2-(3-hydroxy-propylamino)-7-methoxy-quinoline-3-carboxyiicacid; 

2-(2-ca rboxy-etiiylam ino)-7-methoxy- 
quinoline-3-carboxylic acid; 

7-methoxy-2-propylamino-quinoline-3-carboxylic acid; 

2- (carboxymetliyl-ainino)-7-methoxy-quinoline-3-carboxylic acid; 

3- (2-cliloro-phenylamino)-6-methoxy-naphthalene-2-carboxylicacid; 
2-(2-chloro-phenylamino)-7-methoxy-quinoline-3-carboxylic acid phenylamide; 
2-(2-chloro-phenylamino)-7-hydroxy-quinoline-3-carboxylic acid phenylamide; 
2-(2-chloro-plienylamino)-7-hydroxy-quinoline-3-carboxylic acid; 

2-(2-chloro-phenylamino)-7-(2-hydroxy-et»ioxy)-qulnoline-3-carboxylic acid; 
2-(3,4-dicliloroplienylamino)-7-metlioxy-quinoline-3-carboxylic acid; 
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2-(3-biphenylamino)-7-methoxy-quinoline-3-carboxylic acid; 
7-methoxy-2-(phenylamino)-quinoline-3-carboxylic acid; 

7- methoxy-2-(rnethyl-3-methylphenylamino)-quinorme-3-carboxylic acid; 
2-(cycIohexylamino)-7-methoxy-quinoline-3-carboxylic acid; 
2-(3-chloroplienylamino)-6,7-dimethoxy-quinoline-3-carboxylic acid; 
2-(3-chlorophenylamino)-6,7-methylenedioxy-quinoline-3-carboxylic acid; 
2-(3-chlorophenylamino)-7-hydroxy-quinorme-3-carboxylic acid; 

8- bromo-2-(3-chlorophenylamino)-7-hydroxy-quinoline-3-carboxylic acid; 
2-(3-cliiorophenylamino)-7-methoxy-quinoline-3-carboxamide phenylsulphonamide; 
2-{3-chlorophenylamino)-7-metlioxy-quinoline-3-carboxamide 2-nitro- 
phenylsulphonamide; 

2-(3-clilorophenylamino)-7-methoxy-quinoline-3-carboxamide metiiylsulplionamide; 
8-bromo-2-(3-clilorophenylamino)-7-metlioxy-quinoline-3-carboxylic acid; 
2-(3-acetophenylamino)-7-methoxy-quinoline-3-carboxylic acid; 
2-(2-benzophenone-yl-amino)-7-metiioxy-quinoline-3-carboxylic acid; 
2-(2-fIuoro-5-methylphenylamino)-7-methoxy-quinoline-3-carboxylic acid; 
2-(2-cyanophenylamino)-7-methoxy-quinoline-3-carboxyiic acid; 
2-(2-cliloro-6-methylplienylamino)-7-methoxy-quinoiine-3-carboxylic acid; 
2-(4-carboxybenzylamino)-7-methoxy-quinoline-3-carboxyiic acid; 
2-(3-chloro-6-methoxypheny!amino)-7-methoxy-quinoline-3-carboxylic acid; 
2-(2-ethylphenylamino)-7-methoxy-quinoline-3-carboxylic acid; 
7-metIioxy-2-(4-nitrophenylamino)-quinoline-3-carboxylic acid; 
2-(4-carboxamidophenyiamino)-7-metlioxy-quinoline-3-carboxylic acid; 
7-methoxy-2-(4-hydroxyphenethylamino)- quinoline-3-carboxylic acid; and 
7-metlioxy-2-(piperidin-4-ol)- quinoline-3-carboxylic acid; 

or a salt solvate, or physiologically functional derivative thereof. 
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3. A compound as claimed in claim 1, selected from the group consisting of: 




or a salt solvate, or physiologically functional derivative thereof. 

4. A pharmaceutical composition, comprising: a therapeutically effective amount 
of a compound as claimed in any one of claims 1 to 3. or a salt, solvate, or a 
physiologically functional derivative thereof and one or more of pharmaceutically 
acceptable carriers, diluents and excipients. 

>. A method of treating a disorder in a mammal, said disorder being mediated by 
inappropriate YAK3 activity, comprising: administering to said mammal a 
therapeutically effective amount of a compound as claimed in any one of claims 1 to 
3, or a salt, solvate, or a physiologically functional derivative thereof. 

6. A compound as claimed in any of claims 1 to 3, or a salt, solvate, or a 
physiologically functional derivative thereof for use in therapy. 
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7. Use of a compound as claimed in any of claims 1 to 3, or a salt, solvate, or a 
physiologically functional derivative thereof in the preparation of a medicament for 
use in the treatment of a disorder mediated by inappropriate YAK3 activity. 



